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(54) is6m(omi uf'^^i^i^mmnBit^m 



(57) immi mm) 

-SSS(I) Xtt(ll) [R'«H XtiCi-6 7 
L : Rn±H . Ci-6 7;I/+;1/S§^5^L : RHiH . Ci-e 7 




(I) 



X ti-NR'-. -0-1? (R'ttH . Ci-6 7;l/+;ba^) 





(2) 



TfE<D-8SS(II) : 10 
[{1:2] 




^5^L : Rni7j<^li?. C1.6 7)V^)im. Ci-6 T;!/:!^^ 

L:X tt-NR'-. -0-. -CHR'- .Xli -S- (SCffi, RUiTk 

Ci-6 7;l/+;i/S. XtiT'J-;l/Bi^Ci-6 7;!/^^ 

[ii*a2] TIHOft:^!!%i : 4-[5H-2.3-(2.5- i/*;^^ 
;l/-2 ,5- ^^^y)-5-^^)liy^yV[b.e] [1 ,4]i/7-tf 
ey-U-'T;!/] ^.tSS (HX600) ; 4-[5H-2.3-v^^V:^ 
Dkf;l/-5- ^^;l/>''^>y(b,e][l AVJ7-^\^y -W-i 
;l/]$,tS^ (HX6IO) ; 4-[5H-2-tert- :^^;l/-5- 

.4]>^7-{ffc!V-ll-'C;l/] 
(HX511) ;4-[5H-3.4-(1.4- r^'/ ) -5-^ ^^l/i/'^^V 
[b.e]ll.4]i;7-Iftr>-ll-'l';U] $Ji§S! (HX545): 4- 
[5H-2.3-(2,5- i/:^^)V-2,S- 

(HX531) ; 4-(2,3-(2.5-->*^^;l/-2.5- ^^^y) 

(HX620) : 4-[2.3-(2.5-v;;/^;U-2.5- i?'^ 

yVib.f][\A]^T-{z\^y-n--fji] ^mSK (hx63 

0) : 5-[5H-2.3-(2.5- ->';5<9';l/-2 .5- 's^^-it/) -5-;^^ 
;l/i/*^>y(b .e][l,4]i/*7-t*e>'-ll-l';U]-2-t;Ui/*> 
*;l/#>ii;6-[5H-2,3-(2.5- i^^^;l/-2.5- ^N^^-^" 
/ ) -5 ^;I/->*-<> y (b .e] [ 1 .4] i^7-<f kf 1 -'C;!/] - 
3-lf'J'>*y*;l/#>® ; RZ>"4-(2.3-(2 .5 -2 ,5 
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2 



Cil*«3] TI2«Dft^1^ : 4-11 .3- i/H Kd-7.8- 
(2.5-S^;><^;l/-2.5- 'N+-t»-/)-2-:t+y-2H-l .4-'^y 
V>'7-t*(:^>'-5- (HX800) ; 4-[l ,3- '>* 

t KD-7,8-(2.5-v';<g^;l/-2.5- 'N4^-9-y)-l-;<g^;l/-2 
- :i-+V-2H-1.4---<>V->*7-tft!y-5- -<;b]-$,tSK 

(HX801) : 4-[3(S)-><^;l/-l .3- J^fc KD-7.8-(2.5-i^ 
>«^;l/-2.5- 'N+-9-y)-2-:i-+y-2H-l .4-'^yyv'7-t? 

ey-5- -r;i/]-$mSK (hx810) ; 4-[i .3- Kd- 

7 .8-(2 .5-i/^^;l/-2 .5- -^^^i^-y ) -l-l'Vyo t!;U-2- 

;i-+y-2H-i .4-'^yy5/7-tf tfy-5- -fyl/l-^SS^ 
(HX803) ; 4-[l- -<^yi/)Wl .3- i^t Kd-7.8-(2.5-->* 
;<^;U-2.5- '\=^^^y)-2-:t4^V-2H-l,4-^yy->'7-tf 
lf>-5- -r^l/l-SMSK (HX805) ; RD*4-[3(S)-^>-:/ 
;1/-1.3- Ko-7.8-(2.5-v'^^;1/-2,5- ^4^1ty)- 
2-*+y-2H-I A-^yVi^7'tz\^y-5- -$Ji*iE 

(HX85o)A^F.^5af*^c,stfn5is*]S 1 icBm<o{t^ 

mmmin.(D{m^mm^i5mz'to-^x. 11*9 1 ^ 
[0001] 

[000 2] 

[.^^(r>mi\ u^y^ym (if^syAgD titr^i- 



(3) 
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)l ' :t7 • i^i-jV • X Ml— (Journal of M 

edicinal Chemistry, 1988. Vol. 31. No. 11. p. 2182) 

[0 0 0 3] fi^^tf, h^yX(all-trans)-U' 

— 7r~U- (Evans, R.M.. Science. 240, p. 88 
9. 1988) lcmt^h'^y'<ym\^-ir-f^- (RAR)ICU 

iffliS5E:5:ir^Sirip-r§£: hA^0^e.AHc^nTV>5 (Petko 
vlch. M. , et al. , Nature, 330, pp.444 -450, 1987) o 

4-[(S.6.7,8-tetrahydro-5.5.8.8-tetraiiiethyl-2-n 

aphtha lenyl)carbamoyl]benzolc acid: AmSO^if) 

5<1 t*''^lt^tXTI/''S (Hashimoto. Y.. Cell struc 
t. Funct.. 16, pp. 113-123. 1991; Hashimoto. Y.. et 
al.. Biochem. Biophys. Res. Commun.. 166. pp.1300 

-1307. 1990^#M) = CtllEyCDit^mi. flfSWfe 

mmiTU)]^^-. nmm. st/sifii^-^s-saiojso 

[0 0 0 4] L.(DX^rs]y^y^ VicMLXt^msici'? 

*^fi]5)4lT(/-'§(Eyrolles. L.. et al., Journal of Me 
dicinal Chemistry. 37(10), pp. 1508-1517 , 1994)o L 

at±x Bt— > BP 694,301 Al tcrwI^^nrtz-'StOLA^ 

ae)nTi/>:&i,\ coTiMfca. RXR u^fi'-icii 

[0 0 0 5] 



[0 0 0 6] 

[0 0 0 7] trj:t>-^:^^micXnii. TI2©-)I5S 
(I): 
[{b3] 




TiaO-fiSS(II): 

[{1:4] 




u : R2&D'R3tt^n€naji{C7i<»ii?x{iCi.6 7)i^ 

)]/m^^ti}\ S V^^±R2 S tf R3 At— i^lC o T P) 

;Vm^^T?>!lti,$>^5X<,i6^(D'yi7a7)\y^)im 
;Rni7j<^;g?, Ci-e T)l^)Vm. Ci-6 7;l/r34^ 
7j<KS, ::^hoa. X{±7\Dy>ll?5rg^b ; R5 
ttTk^H?, Ci-6 7;l/+;l/S, xa7U-;l/B^i-6 7 
)V^)im^^L ; Rsa7k*JI?xt±Ci-6 7;b+;US*^ 

L ;x ti-NR'-. -0-. -CHR'- .Rli -S- (iC't'^ RUiTk 
«Jg?. Ci-6 7;l/^;l/a, xa7'J-;l'«J^C)-s 7;l/+ 

[0 0 0 8] 

[%B^©*ffi(Dmi] ±ta-isie(i) tcfci/^x. R'tt7j< 
^i^?xasiig L < a»sia©ci.6 (K^is i ^ l 
6©) 7)i=^jum^^to 7)v^jvmtLTii. 

W^ctA^T't. jif$L<ttp«f^;l'a^fflv^5ci:At 

gb<ti5)-e^<DCi-6 7;U+;i/S^5^-ro 7)i^/imt. 
LXli. m{f±l2fc0!lS^LfctO^ffli/^5Ci:AtT't 
5A^ jlfSL<ti. x^;l/S, ^'Vynlf;l/S, tert- 




[0 0 0 9] Sfc. R^StfR^A^-^Cft-oT. R^RW 
3b^^n^^ti*§^-r 5 7 i ^;l/^±(D 2 ^0©^^? i: i: 

M 7;l/+;bS:S:^LTi/^T*,J;<. 0iJxti\ 2~4{@ 

R2Rt;R3A<«m-r^7x^;l/^i:R2Rt>* 
R^i^tCcfctJ. 5,6,7.8--r h^t KP■:^7:5^^y^•^5,5, 
8.8-xh7^5^;l/-5.6.7.8- 7^ h ^ k: Hd:^7:J' 
^:i:A<fl^^^nSili:*W$Lfo Rn±7j<^ig?. Ci-e 

lif^a^'ym^^^^to Ci-6 7)]y^JimtLXli±m:i 

bra, gij^tf, ^th+l/S, Xh:it^S/a. n-T'a^?* 

tert- fh^ym. j!fSL<«>(h^->X^fflt^;S 

coo 1 0] RHiikmrn^. Ci-6 Xtt7'J 

mRii^nm(Di^ii'tiX'i>x\.\ mths. ^yi^jim. 

7x*^;l/S^if£D7xr:;l/«^Ci-6 7)V^)Vm. -f7 
g^;^^^;^S^i:^0:^75^;l/«^Cl-6 7;l/4^;bS. k!U 
'J)\/:^ ^jm^ji if O k! U i/*;l/a^Ci-6 7;l/*;l/S* if ^ 

[0 0 11] <in6cD7'J-;bB^i.6 7)\^^)\^m^m 

: x^;i/S;5:i:©Ci-6 7;l/4^;i/S ; ^< h 

;l/n^>'a ; - has : h U 7;l/:ta^5^;l/S;5:ir(Dit 

HOCi-s 7;l/n4^i/*;l/:iJ?x;l/S35: if* 
7)l'^)Vm^7j<to Ci.6 7;l/*;l/Si: tT{4S^eL< 
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6 



it-^^ : R5A^Ci-6 7;l/+;l/Sxt47U-;l/B^C 
1-6 7;l/+;l/ST'fe'3, A^O. R6A<7j<||M?T'fe§{k^ 

[0 0 1 2] X aR'T'B^^nfcg^m? (-NR'-). K 
«S?(-0-) . R'TH^^n/fc;<^b>a(-CHR'-). X 
{4BSMJI?(-S-) ^rS^-To RU47j<«jlI?. Ci-e 7;l/+;l/ 
aX{±7U-;l/HmCi-6 7)V^?m^^tc Ci-6 7;I/4^ 
;l/»i:LTttK^ttii-e^Oi/^TtiT'tJ;<. ±iefc 

7'J-;l/H^Ci-6 7;l/+;l/ai:LTa±l2{ct?i|^5L 
;l/5fx+e/K-efe-3TfeJ;v\ c:nC)03-^s x AWf-« 

-r y 7"D kf xii-<^>i^)]/mxmmtirzmm&^ 

[0 0 1 3] Y (47xxuya^/cj±eiji;yi/V;l/S 
20 ^^to «^(lK.t±\ p-7xXU>S, m-7xr.U>S, o- 

- eui^>-3.5- s;''r;i/S*if. ffiSo7x 

if$L<«. p-7xr:lxya, m-7x^l^>'S. $fc« 

ifUv'y-z.s- i>V;l/S^ffli/>i.ui:A^T'tSo vf'Jv' 

[0 0 14] *fiHj!©{b^?^(c«. mniiam^rcimm 
30 #inigA^^s nso iif^ttoigi: lt«. mmM^ t < « 

^{b7j<^^Jg% if cOffi^ii. Xtip- h )l:i:y7.)lt^ ym. 
i^%i:<0#i{K^Wf §c i:A^T't-5o ISSftMi 

R'A<7j<^ii?*,T^-r*i^fcjKfi!t*n> irv^}t>h.i&. * 

U-^Aig, vif^i/>>Alg. gL<t±A;l/->'^7i:.lgftif 
(D^miS.. 7y^-'0L.W.. XtthUx^;l/75yi^S 
t < «x^ y-;l/7 5 VJgiS: if 0*^7 5 y&i^^m 
V^S«ii:A^-^tSo 

[0 0 15] *MW©^(II)0{b^T-a. R5St;R6A^ 

40 s%5fi^ST'fe5»^{ca, ^ne.A^Hg5-r§j^^ii 

?A^^^g^^i:^5o ±I^^DS(II)^ct5l/^TX ^#Cy7 
i:{gS Lfc^^tc, R^xaR^ Ol/^-rnA^^ffi 

X -^B^ScofflS^cjSUT. ^p){cHi 
^fca2{@«±0^^^^;g:^-r5^^A^fe5A\ CCD 

<i^7XxUxJ-Sttft. i^7X-rU;i-S1Sf*<Dffiji<3!)g 

50 fc, jilgl{b^xaiS©}BS8o{l:^«^©ttM07kfp%x 




[0 0 16] ±ie-ssiC(i) X'^s-^n^^mM(oit^^ 

<r)r)%. tWt^tli: LT^ 4-[5H-2,3-(2.5- 

^;l/-2 ,5- -5-^f-;l/>'-<yy[b,e] [1 AVJT 

•trtfy-ll-'l';!/] $.tSK (HX600) ; 4-[5H-2.3-i^'l'y 
:/Dt!;l/-5- ;<g^;b>'^>V'[b.e][1.41i/7-trt?>-ll- 
-r^H^BSK (HX610) ; 4-[5H-2-tert- :rf-;l/-5- ;>< 

^;bs;'^yy[b.el[i .4]>'7€ey-ii--(';U] ^Sffi? 

(HX511) ; 4-[5H-3,4-(l ,4- 7^7 ) -5-^^;l/i^-^y/ io 
[b,el[1.4]i/7-tfk!>-ll-'r;l/] (HX545);4- 
[5H-2.3-(2,5- i?;;<^;b-2,5- 'n4^-9-/)-5-p<^;V-8- 
-hns;-<>V'[b.ei[i.4] i/T^lMy-n-^M 

§K (HX531) ; 4-[2.3-(2,5-i/;<^;l/-2.5- 'N^^-y-/) 
v*-^ y V [b , f ] [ 1 .4 ] :t +-9-ti" t! V - 1 1 --Y ;H SaSK 
(HX620) ; 4-[2.3-(2,5-->*^g^;l/-2,5- ^^-y-/) i^'^ 
yv^[b.f][1.4]^7-lfl^>-ll-'l';l/] (HX63 
0) ; 5-[5H-2.3-(2.5- i/;^f-;l/-2 ,5- 'N^-y-/) -5-;>{^ 
;l/£/-^>-/[b,e] [1 .4]i/7-tfk!y-ll-l';b] -2-t!U 

; 6-[5H-2.3-(2,5- >^7^;l/-2.5- 20 

y)-5-;>«f-;i/->Myy[b.e] [1 .4]v'7-lft!y-ii-Y;l/] - 
3-tf u i;:/>b;l//Ky^ ; 4-[2 .3-(2 .5-v?;><^;I/-2 .5- ^ 

+-<ty) v^yV[h.t] 7-{ftf>'-ii-'i';i/] $m§® 
(HX640) : &tf±IB^{b^ife®ittii7;l/+;l/xz-r;l'^ 

4-[5H-2.3-(2.5->^>(^;l/-2.5- 'N+'if/) -5-;/ ^ 

;l/v'-<yV[b,e][i,4]i/7i?t?y-ii-i';l/] ^Wx— 
[0 0 17] ±f2-|S^(II)T'3^^n§*fS0^«O{L^tl 

-UVS. X a -NR'-T'fe5o Bzl l,t^yi/)\/m^7T^ 
L, 7-Ue, 8-Et. 8-i-Pro Rtf 9-t-Bu :&if<0a5^tt. 

^n^n. s ( II) T'zTx? n^it^m-mz ^ 

8-{sitx^;l/S, 8-{u{C'f'V:/at!;l/a. RZ>'9-efCte 
rt- y^;l/aA^«mLTV>5ili:^^-ro Sfc. 7-(C 
H2)4-8 Slf 7-C(CH3)2CH2CH2C(CH3)2-8 ^rifOg^ 

^-n^n^ S(ii)Ts^5ns{t^^w-{ai:8-fi[i: 

A^-(CH2)4 -St;-C(CH3)2CH2CH2C(CH3)z-T'JS^?nTV « 
[00 18] 

[fbs] 
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cai] 

R* R' R» , R» R' 



[0 0 19] iina<03^. t^lc^S LWL^I^tt, 4- 



H 


H 




B 


H 


fl 


74le 


H 
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H 
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7-Me 






H 


H 
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8-Me 


9^6 




B 


H 


E 


7-Et 


8-Et 




H 


E 


E 


7-ii-Pro 


8-n-Pro 




H 


E 


E 


7-i-Pro 


8-i-Pro 




H 


E 


E 


7-l-Pro 


8-i-Pro 




lie 


E 


E 


7-i~Pro 


8-i-Pro 




Bt 


E 


S 


7-i-Pro 


8-i-Pro 




i-Pro 


E 


E 


7-i-Pro 


8-i-Pro 




H 


E 


Me 


7-l-Pro 


8-i-Pro 




He 


S 


Me 


7-i-Pro 


8-i-Pro 




Et 


B 


Me 


7-i-Pro 


8-i-Pro 




Et 


He 


He 


7-i-Pro 


8-i-Pro 




i-Pro 


B 


He 


7-i-Pro 


8-i-Pro 




iHPro 


E 


i-Pro 


7-i-Pro 


8-ii-Pro 




B 


S 


S 


7-t-Bu 


8-t-Bn 




He 


E 


fl 


7-t-Bu 


8-t-Bo 




Et 


E 


H 


7-t-Bu 


8-t-Bn 




iH»ro 


E 


E 


7-t-Bu 


8-t-Bll 




B 


S 


He 


7-l-Bu 


8-t-Bn 




H 


H 


i-Pro 


7-t-Bu 


8-t-Bu 




He 


H 


Me 


7-t-Bu 


8-t-Bn 




i^ro 


E 


Me 


7-t-Bu 


8-t^ 




Bt 


He 


He 


7-(CBa)4 


-8 




H 


E 


E 


7-^(CH3)jCHaCH2C(CH3)2 


-8 


H 


H 


E 


7-C(CHa)2CHiCHaC(CH3)a 


-8 


He 


E 


S 


7-C(C% )t CHs CH2 C(CH3 )i 


-8 


He 


He 


E 


7-€(CH3),CB,CH2C(CH3)2 


-8 


He 


He 


He 


7-<:(Ca)2CH3CH2C(CH3)2 


-8 


Et 


S 


S 


7-C(CE3)2CH2CH2C(CH3)8 


-8 


D-Pro 


H 


S 


7-C(Clb)2C&C&C(C%)i 


-^8 


1-fro 


E 


S 


7-C(CH3)iCBaCHaC(CH3)i 


-8 


B 


B 


He 


7-<:(CH3)2CH3CH2C(Ca)2 


-8 


H 


S 


i-Pro 


7'<:(CEa)2CBsCH>C(CHa}s 


-8 


D-Pro 


B 


Me 


7-^(CQa)iCDsCBsC(CHs}i 


-8 


i-Pro 


E 


ynt 


7-C(CHa)2C%(%C(CH3)2 


-8 


i-Pro 


E 


i^ro 


7-C(CH3)2CHaCH2C(CHs)2 


-8 


t-Bu 


S 


S 


7-C(CH3)2CBjCHaC(CB3)5 


-8 


t-Bu 


E 


He 


7-C(CH3)2CH2CH2C(CH3)9 


-8 


t-Bu 


S 


i-Pro 


7-C ((% ) J CHi C% C ((% ) ] 


-8 


Bzl 


E 


E 


7-C(CH3)2CHsCE2C(CQ3)a 


-8 


Bzl 


E 


He 


7'-C(C%)2CH»CHiC(CH3)] 


-8 


B 


E 


Bzl 



(6) 
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(1.3- i/H KD-7.8-{2,5--:^;)«^;1/-2.5- ^^V-y)-2- 

V -2H - 1 ,4 > y i/7 -tf tf y -5 - --r ;U ) 
(HX800) :4-(1.3- i/t HD-7.8-(2.5-':^;<5^;^-2.5- 
'^+■9■y)-l-^^;^-2- :t+V-2H-l A-^yVi?7^\^ 

y-5- ^)U]-^§Mm (HX801) :4-i3(S)-:?«'?-;i/-i.3- 

i/t Ka-7,8-(2.5->';<5^;l/-2.5- ^^■*)-y)-2-t=^V 

-2^1-1 A-^yViy7-^\^y-5- 'f;l/]-$JilSS (Hxsi 

0) ;4-[1.3- v't.KD-7,8-(2.5--:/^^;l/-2.5- 
/)-l-'<'yyDe;l/-2- :i-4^V-2H-l A-^yVi^7-if^ 

y-5- -r;i/]-$li#® (HX803) ; 4-[i- .3- 

v't FD-7.8-(2.5->';^5^;l/-2.5- 'N+ity ) -2-:t4^y 

^COOH 



10 





10 

-2IM .4-'OVi/7-t?e>-5- 'T^I/l-^.tSK (11X80 
5) ; Ra*4-[3(S)-^yi/;I/-l ,3- Ka-7.8-(2,5-i/ 
;>{^;b-2.5- 'N+-9-/)-2-;t+V-2H-l .4-'^yyi/7-tf 

e>-5- (HX850) :MO'(c. ±IB€tft^ 

(WlX-tf^ HX800 {COV>T«, 4-[l,3-i/tFD 
-7.8-(2.5->'^^;l'-2.5- ^^^y)-2-yir^'J-2n-\ .4- 

[0020] 

[{be] 

COOH XOOH 




HX800 



HXMl 



HX810 



COOH 




COOH 




HX803 

[0 0 2 1] *fgB^©S(I) tca^^n-SJif* H/>fb^ 
%t?*5HX600. HX610. HX511 . HX531 , RO* HX545tj:o 

*^0^O^ ( 1 1) tC » $ L V^fb^l^T'* 5 HX80 
0 . HX801, 'BlXI HX850tCOI/>T. |5|:^tC^jg:^a©— 0!I 



HX80S 




COOH 



HXBSO 

[002 2] 
UtTi 



40 



SO 




40 



50 




40 



50 




17 



[0 0 2 5] 

[fbi 0] 



18 HX511 



30 



40 



50 




50 




[0028] 



lit\ 3] 

50 



(12) 
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1) FnndmneCBI / SOGb 

'COOCH3 fi fi Mhm I CH2CI2 

3) AcOH/BiiOH 

4) 2NNaOH/Bt(»I 



[0 0 2 9] *fg0^©{t^itit±, ^n^mtiy^y^ k 

LTiffliia^^^bftffi. »iati5i{S3i{^ffl. R.r>*^^&*iit{t 
[0 0 3 0] i/^*^&5#s<Da^t«ijg-rs*3imi* 

^WrS±IS{t^tl («IJ^(f, 4-((5.6,7.8-tetrahydro 30 
-5 ,5 ,8 . S-tetramethyl-Z -naphtha lenyl)carbaiiioyl]benz 

oic acid: tmSOtjiE) rj:E<DU=^/ ^ }^^\£'$t =.y 

[0 0 3 1] $fc, *^BBcD{k^feia. Uf-y^'F^± 

li. ui'y4vicMLX(Dimm^^^<D3^rji^t. m 

— (Evans, R.U., Science. 240, p. 889, 1988) UiSt 

5 u-tzr^-icm-^Lx^mim^^mt^T.T-a^ k 
[0 0 3 2] *^B^©fi:^i%i*>e,45E^t4. ^nstt 




HX850 



ftifcu^y-r Y^^m^^tLx^tsmmm-^L 

Ris-yxn^'^y^m^mf^cta^x't. ^ma^^ 
icmt?>mmm^vbtLxii. m?ni. am ^m. 
mmi !^»m. mnm. ^'j-hm. Rzf^ 

[0 0 3 3] ±m(ommmmit. mm^m. mwmffi 

ictmLo^mi3a^ti^isaXxmtt?><itii^x^^o m 

a¥w. mmmictfmLo?>mavsi<DmtLXii. m 

Ms zi-^f-iy^'M. » ^WM. mn. mm\rs.h^ 
\jw,wmm. ^\m. ^mms. ssfb^j, 

[0 0 3 4] *%s^tDE^©g#ati#tciis?n-r. 

mt:i^mM<Dmmi:^m^Lxu^y-( \'(0{m^m^ 

tc. ^ii^fHicmt^iEt^]y=f-y-(ymcoimi!i^(r)rc 

SPS40^^tc«fi!tA-B*fc»3 0.01 ~1.000iBgS 

So 

[003 5] 
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Co 0 3 6] ^Jl : 4-[5H-2.3-(2.5- >^;?(^;b>2 .5- ^ 
+1ty)-5-^^;bi/^W[b.e][l .4]S?7-ifk!>-ll--r 

M (HX600)iOSig 

6-:/P^:-l,2.3.4- xh'^tlKD-l. 1.4.4^ xh"^;^^ 
;U-^-7:J?Uy 2.30 g(8.61 nunol). o- -hD7^U> 
4.30 g (31.2 mmol). K2CO3 4.30 g (31.2 mmol), Cul 
347 mgifZ^zyiyy 40 nil^iP;^. 2AmrSMmmrkL 

Ai7avhy^7^- (AcOEt :n-^4^-9- y=l :50) X^mM 
Ltco ^4^"9-> ct 0 SISb^b LTfb^JI^ 1 ^mtc (2 .33 g . 
84%) o 

^H-NMR CDCI3 9.49(s. IH) . 8.20(dd. IH , 8.4Hz. 1 .5H 
z). 7.33(d. 2H. 8.4Hz). 7.20(dd. IH. 8.8Hz. 1 .IH 
z). 7.18(d, IH, 2.2Hz). 7.04(dd. IH. 8.4Hz. 2 .2H 
z), 6.73(m. IH), 1.71(s. 4H) . 1.30(s. 6H) , 1.28(s, 
6H) 

[0 0 3 7] NaH (60% in oil) 246 mg (6.16 mmol. 1. 
5 eq) ^n--\:^VyXm\^\ ^t^-^^tCo it^^ I 1.3 
3 g (4.10 mmol) 30 mlODMF ^i:^^LT^JDX.^ MS 
XSOi^rSm^WLtCo CCDU^mc CHsI 0.51 mi (8.20 
mmol) ^iU^r SmrmWLtCo S]S?S^7k7i<tCfettT 

^Lx^mLtzc mmms^iu n^ntcmm^i^ 

U*y;l/A^A^n*Thi^*57^- (AcOEt in-^^^IJ-y 
=1:40)T'»^L> it^^Z^mtc (1.39 g, 100%) o 
iH-NMR CDC13 7.81(dd, IH . 8.1Hz, 1 .5Hz) . 7.53(ra. 1 
H), 7.34(dd. IH. 8.1Hz. 1 .5Hz) . 7.19(m. IH) . 7.14 
(d, IH. 8.4Hz). 6.67(d. IH. 2.6Hz). 6.61(dd,lH, 8. 
4Hz. 2.6Hz). 3.29(s. 3H) , 1.63(s. 4H) . 1.23(s. 6 
H) . 1.18(s. 6H) 

CO 0 3 8] fb^tl2 1.41 g (4.17 mmol) ^zk 20 ml 
SlfXi5?/-;W0 ml ftCMmU fiiS^ 6.0 ml ^tUX 
Tco CCOm^mc^m 2.2 g^mK,X30l^mi}mm^L 

Tco ^ft^i&^m]^Lxmm(Dm^m. mm^mm:^ 
jiu mm^mzs^Lxit-^^s^mc (i.25g.99 

%)o 

»H-NMR CDC13 7.11(d. IH , 8 .8Rz) . 7.06(m. 2H) . 6.81 
(dd. IH. 8.1Hz. 1.5Hz). 6.75(m. IH) . 6.61(d. IH. 
2. GHz). 6.44(dd, IH. 8.4Hz. 2.6Hz). 3 .82(brs .2H) . 
3.18(s. 3H). 1.65(s. 4H) , 1.23(s. 6H) . 1.23(s. 6H) 
[0 0 3 9] {t-^^S 1.25 g (4.06 mmol) ^^i^^y 
My 25 mUCjg^U tfUi/y 0.5ml -^tWTitCo 

7^;l/S^yp<^;l/x;^x;l/i7p^^ K 966 mg (4.87 

mmol) *iP^TMgTn8^^^j$Lfco SlS?StC*7lcS 

hmm:w&^ii\.xmE,mk 2.10 g ^mtzo * 




4#Bfl¥ 10-59 9 5 1 



24 



A ^A^p-^hi7 57^- (AcOEt :n-^4^-9->=l :2 
0)Tm©LTft:^1^4^t#fc(1.72 g. 90%) o 
iH-NMR CDCI3 8.57(dd. IH. 8.1Hz. 1 .5Hz) . 8.45(s. 1 
. H). 7.99(d. 2H. 8.8Hz). 7.45(d. 2H. 8.8Hz). 7.32 
(m. IH). 7.18-7 .26(m. 2H) . 6.68(d. IH . 2. GHz) .6.60 
(dd. IH. 8-4Hz. 2.6Hz). 3.93(s. 3H) . 3.31(s. 3H) . 
1.64(s, 4H) . 1.24(s, 6H) . 1.16(s. 6H) 
[0 0 4 0]fb^^^4 1.72 g (3.65 mmol) tC4^UU> 
K 15.8 g mwXX 110t:T*2t^r^40^i^jt}$L:feo SfS 

l^jttfd^. S^U;^y;l/A^Ai7Dvhi7-^7^- (Ac 
0Et:n--N:^-'9-y=l :3O)TlSSb*^0^^D{b^*^ (fb^?* 
5 : 4-[5H-5- P^^;l/-7 .8-(2 .5->?P<^7l/-2 .5- 

^4^-9-y) v^yV[h.e] i/7-t?tfy-io-^;b] ^yy 

X— b) ^fffc (1.41 g. 86%)o m.p.238 X 
^H-NMR CDCb 8.07(d. 2H . 8.8Hz) . 7.88(d. 2H . 8.4H 
z), 7.3l(dd. IH. 7.7Hz.l.8Hz) . 7.15(m. IH) . 7.09 
(m. IH). 6.98(dd. IH . 6 .6Hz . 1 .8Hz) . 6.92(s. IH) . 
20 6 . 87(s. IH). 3.95(s. 3H) . 3.26(s. 3H).'l.63(ra. 4 
H). 1.32(s, 3H). 1.26(s.3H). 1.12(s. 3H) . 1.04(s. 
3H) 

Anal. Calc. for C30H32N2O2 C:79.61. H:7.13. N:6.1 
9; Found C:79.56. H:7.27. N:6.12 

[0 0 4 1] fb^l^S 43 mg (0.095 mmol) ^rX^/- 
7b 4 ml Rtf 2N NaOH 1.5 ml tC@.SU SST 1 
lO^^Jti^L/'Co K^Wi^l^ HCl-epH=2tCpSbfctt. 

30 j^bT*M0^^D{b^i^ flX600^f#fc ({b^?%f6; 37.1m 
g. 89%) o m.p.282 X 

iH-NMR CDCh 8.15(d. 2H . 8.4Hz). 7.91(d, 2H . 8.4H 
z). 7.33(dd. IH, 7.7Hz.l.5Hz) . 7.15(m. IH) . 7.09 
(m, IH). 6.98(dd, IH. 7.7Hz. l.lHz), 6.93(s. IH) . 
G.88(s. IH). 3.27(s. 3H) . l.G2(m. 4H) . 1.32(s. 3 
H). 1.27 (s. 3H). 1.13(s. 3H) . 1.05(s, 3H) 
MS \t 438 

Anal. Calc. for C29H30N2O2 C:79.42, H:6.89. N:6.3 
9; Found C:79.12. H:7.15. N:G.25 
40 [0 0 4 2] m2 : 4-[5H-2.3->^><VyPtf7l/-5- 

)iiy^yV[h,G^][\ .4]>?7-tfey-ii-^7b] 

(HX610)(Diaii 

3.4-i^><Vyntf;l/7::nj>' 107 mg(0.60 mmol). o-3 
— KxhP-^y-tfy 180 rag (0.72 mmol) . K2CO3 83 mg 
(0.60 mmol) . Rtf Cul 34 mg^^Z/Uy.5 ml ICjjUX 

xmrstummi^Lrco mET^c^i^uy^^^u s 

ifi^ i:/ U * y7b* ^ A P V h 7 ^ ~ (AcOEt :n 

^"^y^imxmmLxit^^i^mrci^^ mg. 33%) 

o 

50 »H-NMR CDCb 9.50(s. IH) . 8.20(dd. IH. 8.4H2. 1 .5H 



(14) 
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z) . 7.40(ra, IH). 7.29(d. IH. 8.1Hz). 7.20(dd. IH. 
8.8Hz. l.lHz). 7.13(d. IH. 2 .2Hz) . 7.08(dd.lH. 8.4 
Hz. 2.2Hz). 6.73(m. IH) , 3.27(in. 2H) . 1.25(in. 12H) 
[0 0 4 3] NaH (60% in oil) 16 mg (0.40 mmol. 2 e 
q)^n--s^Vyvm\^\ ^^^-fr/Co it^Wl 58 mg 
(0.20 mmoO^^S m\(D mFlC^l^MLXtUX. MSTaO^^- 
rSMWLTco COg^^^^CCHal 0.04 ml (0.60 mmol)^ 

^mk. mm^mET^cw^Lxit^^ s ^t#fc (57 m 10 

g. 93%)o 

»H-NMR CDCb 7.81(dd. IH. 8.1Hz. 1 .5Hz) . 7.53(m. 1 
H). 7.34(dd. IH. B.lHz. 1 .5Hz) . 7.18(m. IH) . 7.10 

(d. IH. 9.2Hz). 6.62(m. 2H) . 3.31(s, 3H) . 3,17(sep 
tet. 2H) . 1.19(d. 6H. 7.0Hz). 1.14(d. 6H . 7.0Hz) 
[0 0 4 4] it^^S 52.5 mg (0.17 mmol)?:7j< 2 ml 

Rzfx.it 4 ml icmmLxmmm 0.5 mi ^tupi 

fco mH 200 mg 5:SP^T30^P^SDl^31J^Lfco SiSJg 

^^U^WSM^hX{t'^^^^%fi (40.0 mg. 84%)o 
>H-NMR CDCb 7.07(m. 3H) . 6.82(dd. IH , 7.7Hz. 1 .5H 
z). 6.76(ffl. IH) . 6.59(d. IH . 2 .9Hz) . 6.46(dd. IH. 
8.4Hz. 2.6Hz). 3.84(brs. 2H) . 3.20(s. 3H) . 3.18(m. 
2H) . 1.19(m, 12H) 

[0 0 4 5] 39 mg (0.14 mmol)*^^^y-t? 

y 5 ml \£Vi/y O.l mi ^ijDxfCo XU7 

^?;^^^y;^^;l/XX-r;l/^D^-r K 36 mg (0.18 mmo 

?g«*S*LTf#?)nfclfl^^fe(67.3 mg) ^^mtco > . 
U::^y;l/;?j^A^uvh^-57^- (AcOEt m-^^-^-y 
=l:20)T'«SLT{t^%10^?#fc(44.4 mg. 71%)o 
»H-NMR CDCb 8.58(d. IH. 9.5Hz). 8.47(m. IH) . 7.98 
(d. 2H. 8.4Hz). 7.46(d. 2H. 8.4Hz). 7.32(0. IH) , 
7.22(ffl, 2H). 7.15(d'! IH . 8.4Hz). 6.66(d. IH ,2 .9H 
z). 6.60(dd. IH. 8.4Hz2.6Hz). 3.93(s, 3H).. 3.31 
(s, 3H). 3.21 (septet. 2H) . 1.20(d. 6H , 6 .6Hz) . 1.1 
3(d. 6H. 7.0Hz) 
[0 0 4 6] {t-^MO 44 rag (0.10 fflmol)tCJ}^U U 40 

1.2 g^toxTi2o ^ximrsmwLfco K^mc7i<:^ 

Si^Lfdt. i/U;^y;l/A^Ai7a-7hy^7^- (Ac 
0Et:n--N+'9->=l :30)XmmLr:^^mcOit^^ (it^ 
m\: ^^f-;!/ 4-(5H.5- ^^;l/.7.8- iy^yfu^^jli/ 

^>v^(b.e] >^7-trfc;y-io--r;l/] -<>!/x-h) 

fc(19.2 mg. 45%)o 

»H-NMR CDCb 8.07(d. 2H , 8.8Hz). 7.87(d. 2H. 8.4H 

z), 7.31 (dd. IH. 7.7Hz.l.8flz). 7.15(m. IH) . 7.08 so 
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(ra. IH). 6.98(m. IH) . 6.99(s. IH) . 6.97(s. IH) . 3. 
95(s, 3H). 3.27(s. 3H) . 3.23(m. IH) . 3.13(m. IH) . 
1.28(d. 3H. 6.6Hz). 1.26(d, 3H. 7.0Hz). 1.08(d. 3 

H. 7.0Hz) . 1 .01 (d. 3H. 7.0Hz) 

[0 0 4 7] fb^l^ll 18 mg (0.043 mmol) *X^r/- 
;!/ 2 ml Rt; 2N NaOH 1 ml tcMfflb. gSTM0^JiJ$ 
Lfco 2N NClTpH=2tCp|(5L/cfg. J5JS?S^>^^ u;l/>i 

HX610 iit^mu) ^f#/c:(15.6 mg. 88%)o X^y- 

)i-7i<(Du^m^ib^t^^BLx 10.5 mg(Dmmi^^m 

tCo m .p .263 "C 

^H-NMR CDCb 8.14(d. 2H. 8.8Hz). 7.91(d. 2H. 8.4H 
z). 7.32(dd. IH. 7.7flz.l,8Hz), 7.16(m. IH) . 7.10 
(m. lH).6.99(dd. IH. 8.1Hz. l.lHz). 6.90(s. IH) . 
6.83(s. IH). 3.28(s, 3H) . 3.24(m. IH) . 3.14(m. 1 

H) . 1.28(d. 3H. 7.0Hz). 1.23(d. 3H. 6.6Hz). 1.10 
(d. 3H. 7.0Hz), 1.02(d. 3H. 7.0Hz) 

Anal. Calc. for C27 H28 N2O2 C:78.61. H:6.84. N:6.7 
9; Found C:78.36. H:6.92. N :6 .67 
[0 0 4 8] m3 : 4-[5H.2-tert- :7^;l/-5- ^^;l/>? 

-<yi/[b.e][i.4]s;7"tfify-ii->r;i/] ^mm (hxsi 

I) OSig 

o-3-KxhD^y-tf> 1.25 g (5.0 ramol)tC4-tert- 
:/^;l/7xUy 761 mg (5.1 mmol). K2CO3 697 (5.1 m 
mol). Cul 95 mg . RXSo-^i/lyy 10 ml^JjD^s 150 

'cxnmrsmwLrco Kjt^m^yvi^^^jiij^L.^a'^ 

h ^"•57^- (AcOEt :n- ^+'9->=l :40) Tfi^LT{b^ 
tll3^#/c (529.1 mg. 39%) o 

»H-NMRCDCb 9.48(s. IH) , 8.20(dd. IH. 8.4Hz. 1 .5H 
z). 7.43(d. 2H. 8-8Hz). 7.35(m. IH) . 7.22(m, 3H) . 
6.76(m. IH) . 1 .35 (s. 9H) 

[0 0 4 9] NaH (60% in oil) 73 mg (1 .82 mmol)^^ 
4^ityT?ft}tLT$£iSL/Co 1 mltDDMF ^NaH-tCiia^T 
*5t. ^-OSS^tCfb-a-felS 241.7 mg (0.895 mmol) 

^ 5ml (DmF^cmmLrm^rco ^^xzoj^rsmnL 

rcm^B^{ty^=^-)l 0.18 ml(2.78 mmol. 3 eq)^tUZ. 

yTiftWL. *Siffl^7jcStfta«lSjS7j<T?5t}?L. ^ 
mcmS.mi^Lrit'^mu:^mk(2AS,3 mg. 97%) o 
»H-NMR CDCb 7.83(dd. IH. 8.1Hz. 1 .5Hz) . 7.57(m. 1 
H). 7.36(dd, IH. 8.1Hz. 1 .5Hz) . 7.22(d. 2H. 8.8H 
z). 6.70(d. 2H. 9.2Hz), 3.29(s, 3H) . 1.27(s. 9H) 
[0 0 5 0] it^^lA 240 mg (0.845 mmol)JC7k 4 ml 
, X^y-;l/ 8 ml RXSmi 406 mg ^iP^. m^^. 

I. 0 ml :^i]n^r 20 ^rstu^M^LTco Knimmm 

x^;l/;£:i)PxTiSiiL. SfS^7jcRl/iafP6^7j<T*/Jt?* 
84.6 mg. 86%) o 

»H-NMR CDCb 7.22(d. 2H. 8.8Hz) . 7.08(m. IH) . 7.04 
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(dd. IH, 8.1Hz. l.SHz). 6.82(dd. IH, 7.7Hz. 1 .5H 
z). 6 77(ffl. IH). 6.61(d. 2H. S.SHz). 3.83 (brs. 2 
fl) . 3.20(s. 3H) . 1.28(s, 9H) 
[0 0 5 1] it^^\5 174 mg (0.685 mmol)?:iai^> 
7 ml iZ^mU }£Viyy 0.1ml (1.25 mmol) ^ 

63 mg (0.823 mmo O^ilDxT^gT' 2 ^r^l5:a^jt^$L 

tilb. ^mm^^m^. s^^zsesslt 320.1 mg 

V F 7 >r - (AcOEt :n- ^^-^y^l :20) T^Hi^ bTft 
a?^16^i#fc(206.7 rag. 73%) o 

^H-NMR CDCI3 8.60(d. IH. 7 .OH2) , 8.57(s. IH) . 8.00 
(d. 2H. 8.4H2). 7.53(d. 2H. 8.4Hz). 7.33(m. IH) . 
7.28(d. 2H. 8.8Hz). 7,21 (m. 2H) . 6.72(d. 2H.8.8H 
z). 3.93(s. 3H). 3.28(s. 3H) , 1.29(s. 9H) 
CO 0 5 2] {t^^\6 202.6 mg (0.487 mo\)ltC^^V U 

z/m 2.5 g^iu^r mx:T*2mrsm^Lrco ^?){c;t? 

V u ym 2 .0 g^muLT 1 mrsmwLrco Sf5?stc7j< 
^tu^ri/^uu^^y-ui^ti!,u ^mm^mm-^i^ 20 

LXm^^^ 164.9 mg ^t#/Co CiDffi^^^^^S/U A 
■5A^nvh^*'7 7^ - (AcOEt :n- ^4^-9-y=l :4 
0->l:20) TmSU t#e>nfc«Stl^^5>tc>"J;by 
;l/A^A^UVh^^-^7>r — (Ac0Et:n- ^4^1t>=l :20) 
T'l»SLTfb^tll7:&f#fc(22.0 mg. ll%)o 
>H-NMR CDCI3 8.08(d. 2H. 8.4H2). 7.86(d. 2H . 8.4H 
z), 7.42(dd. IH. 8.4Hz.2.2Hz) . 7.32(dd. IH. 7.7Hz. 

I.8H2). 7.15(ra. IH), 7.09(ra. IH) . 6.98(m, 3H) . 3. 
95(s. 3H). 3.26(s. 3H) . 1.18(s. 9H) 
CO 0 5 3] it^V^U 20.1 mg (0.05 ramol)tC 2N NaOH 30 
1.0 ml Rt/x^/-;l/ 2.0 ml 5:iPK.T 3 ^^15^^11 

^y : ^^y-;l/=20:l)TSiiLT*%9^(?Dfl:^1^ HX5 
11 (fb^^^lS) 5:t#fc(16.5 rag. 85%)o X^/-;l/-7j< 

(Dm^m^ib^m^^LTmrni^^mtco m.p.249 ^ 

»H-NMR CDCI3 8.14(d. 2H. 8.4Hz). 7.90(d. 2H . 8.4H 

z). 7.43(dd. IH. 8.4Hz.2.2Hz) . 7.32(dd. IH. 7.7Hz. 4o 

1.8Hz). 7.15(m. IH) . 7.09(m. IH) . 6.98(m. 3H) . 3. 
26(s. 3H) . 1.19(s. 9H) 

Anal. Calc. for C25 H24 N2O2 C:78.10. H:6.29. N:7.2 
9; Found C:77.92. H:6.40. N:7.13 

[0 0 5 41 ^4: 4-[5H.2.3-(2.5- S/V^;l/-2.5- 
4^'9-/)-5-^5";l/-8- xhDi;-<>y[b,e] [1.4] Z/7 

ii\£y-n^^)i] n^mm (HX53i)o^ii 

it^WS (HX600 cD:/^;l/xx-r;l/{*) 102 mg (0.226 
mmol) ^mWM 5 mUcmmU TkJ^TT* KNO3 36.5 mg 
(0.36 mmol) ^gria^fco 1 ^P^^. SJSJffi5:*7KtCfe 50 
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m^^^ 102 mg ^ntco C(Om^f&Vs^iyO:^^^)l^ 
'5ix^DVhif^7^'-(AcOEt:n- ^+-9->'=l :20)T'a 

mLxit^mi9^mtz (19 .3 mg. 17%) o 

»H-NMR CDCh 8.14(d. IH . 2. GHz). 8.11(d. 2H . 8.8H 
z). 8.01(dd. IH. 8.8Hz.2.6Hz) . 7.89(d. IH , 8.8Hz). 

6.93(s. IH). 6.9l(s.lH). 3.97 (s.3H). 3.32(s. 3H) . 

1.66(m. 4H). 1.32(s. 3H) . 1.28(s. 3H) . 1.14(s. 3 

H) . 1.07(s. 3H) 

[0 0 5 5] it-^^l^ 17.3 rag (0.035 mmol) 2N Na 
OH 1.0 ml SD'x^y--;!/ 2.0 ml^iD^T905}^F^SS 

rmnhtco sjsjs^: 2N Hci x^mmcLtcik. z^i^u 

iit^WZO) ^t#fc(15.0 mg. 89%)o X^y-;l/-7j<0 
ii^?^*^8S^Sa^0bTai!ft^f#/Co m.p.300 
»H-NMR CDCb 8.15(m. 3H) . 8.01 (dd. IH. 8.8Hz. 2.6H 
z). 7.90(d, 2H. 7.3Hz), 7.00(d. IH, 9 .2Hz) . 6.93 
(s. IH) . 6.92(s. IH) , 3.31(s. 3H) . 1 .65 (m, 4H) . I . 
32(s. 3H). 1.27(s. 3H) . 1.14(s. 3H) . 1.07(s. 3H) 
Ana 1 . Ca Ic . for C29 H29 N3O4 C :72 .03 . H :6 .04 . N :8 .6 
9 ; Found C:71 .89. H:6.25. N:8.54 

[0 0 5 6] ms : 4-[5H-3.4-(1.4- y^y)-5-^^;l/ 

s;-^yy[b.e][i.4]>^7-iftfy-ii--r;i/] ^MMm (hx 

5.6.7.8-xh^t KD-1- :^75^;l/75y 1 .83 g (12. 
43 mmol). o-3— Kx h n^>-tf > 3.1 g (12.43 mmo 

I) . K2CO3 1.72 g (12.43 mmol) . RZf Cul 217 mg 

ifC^^yiyy 40 ffli^iDK-s immtumMi^Lrco ^i^u 
y ASSESS Lxm 8 ntcmi:^ y u a y;!/ a ^ a p 

'^hy'yy^- (AcOEt :n- ^^'^y=\ :50) Tffl^ LTft 
^V^2l^mtc (736 mg. 22%)o 

^H-NMR CDCh 9.30(s. IH) . 8.20(dd. IH. 8.8Hz. 1 .5H 
z). 7.32(m. IH). 7.15(m. 2H) . 7.04(d, IH. 7.3Hz). 
6.90(dd, IH. 8.4Hz. 1 .IHz) . 6 .72(m . lH).2.83(m.2 
H) , 2.64(ra. 2H) , 1.79(m. 4H) 

[0 0 5 7] NaH (60% in oil) 114 mg (2.84 mmol. 2 
eq) ^^^-^yXmi^Lr^mLTCo {t^mi m mg 
(1.42 mmol) ^ 8 ml ^DDMF tCjgj^P LTAPX.. SJgT15 
^F^}S}$b/Co c:(Dii^?%tC3»i7{b;^^;l/ 0.37 ml (5. 
68 mmol)^:jDx.T3^F^30^ji|$Lfco SJS^^7k7i<^C 

U io V)\/ti ^Ai7DVhi7-^7^ - (AcOEt :n- ^^"^ y 

=1:100) xmmu t^\mht\rcit^m^7mxsm^ 
^«7j<Tgt?^L. ^m.mz'^y^^mi^hxit^mi^m 

tc (293 mg. 73%)o 

^H-NMR CDCh 7.67(dd. IH. 8.1flz. 1.8Hz). 7.34(m. 1 
H). 7.08(t. IH. 7.7Hz). 6.97(d. IH. 7.3Hz). 6.86 
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(m. 3H). 3.16(s. 3H) , 2.81 (m. 2H) . 2.57(in, 2H) . 1. 
76 (m. 4H) 

[0 0 5 8} {t^^22 101 .6 fflg (0.36 mmol) ^tK 2 m 

1 i5cttfx^?y-;b 6 ml (Dii^fetcgSU m^^m 

0.5 ml ^tU^tCo C(DM^^lcmi 201 mg ^iP^T 
23^t#fc(81.1 mg. 89%) o 

MI-NMR CDC13 7.13(t, IH . 7.7H2). 7.03(d. IH. 7.3H io 

z). 6.93(m. IH) . 6.83(d. IH . 7.0Hz). 6.75(dd. IH. 

7.7Hz, l.lHz). 6.64(m. 2H) . 3.96(brs. 2H) . 3.05(s. 
3H). 2.76(m. 2H) . 2.15(m. 2H) , 1.65(m. 4H) 
CO 0 5 9] {t^^23 81 mg (0.32 mmol)^|£jt^y-if 

> 5 ml icmML. tf'Ji^y 0.1 ml ^tU^tCo COjg 

ffi^cxU7^;b^^y^f-;I/xxx;l/^7n-^^ K 79.6 
mg (0.40 mmoD^riOX. MST'ie^F^jtjf Lfto SiS^ 

VioYjVij'yL.^u^h^^^y^-ikcQEt.n- ^^^Vy 20 
=1:20 ^1:10) T^fflS{bT{l:^^^24^?#/c(113.9 mg. 8 
6%) o 

^H-NMR CDCh 8.45(s. IH) . 8.36(d. IH. 7 .7Hz) . 8.09 
(d. 2H. 8.1Hz), 7.68(d, 2H . 8.4Hz). 7.13(m. 3H) . 
6.99(dd. IH, 8.1Hz. 1 .5Hz) . 6.96(d. IH . 7.3Hz), 6. 
91(d. IH. 7.7Hz). 3.96(s. 3H) . 3.10(s. 3H) . 2.73 
(m. 2H), 2 .31(m. 2H) . 1.60(m, 2H) . 1.51(m, 2H) 
[0 0 6 0] it-^mi 113 mg (0.273 mmoO^Cl^U U> 
^ 1.83 g *S0A> 130 rT*lB#F^jl«ib/Co 

4?:>'U:^y;^*^JU^nvhy^7>i'-(AcOEt:n- ^ 
+"9-y=l:40 -^1;20) -eliiaLT{b^1^25^f#fc (67 .9 
mg. 63%) o 

»H-NMR CDCh 8.10(d. 2H. 8.8Hz). 7.91(d. 2H . 8.4H 

z). 7.40(dd, IH. 8.1Hz,2.2Hz) , 7.25(m. IH) . 7.20 
(ra. 2H) . 6.89(d. IH . 8.lHz) . 6.82(d, IH. 8.1Hz) . 
3.95(s. 3H), 3.06(s. 3H) . 3.02(m. 2H) . 2.78(m. 2 
H). 1.95(m. IH), 1.85(m. IH) . 1.75(m. 2H) 

[0 0 6 1 ] it^^25 66.3 mg (0.167 mmol) iC 2N Na 40 
OH 2.0 ml &tfx^y-;l/ 5.0 ml^in^T 1 ^F^15^ 

m&vmwLrco 2n hci x^m^^cLtcmciy 

HX545 ab^*^26) ^tffc(60.7 mg. 95%)o X^y-;b 

-7ii(DU^m'^^^PBLrmmt^^mrco m.p.273 r 

»H-NMR CDCh 8.17(d. 2H, 8.8Hz). 7.95(d. 2fl . 8.4H 
z). 7.42(dd, IH. 7.7H2.I.8H2). 7.22(m. 3H) . 6.91 
(d. IH. 8.1Hz). 6.83(d. IH. 8.1Hz). 3.07(s. 3H) . 
3.02{m. 2H). 2.80(m. 2H) . 1.95(m. 2H) . 1.84(m. 2 50 
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H) . 1.75(m. 4H) 

Anal. Calc. for C25H22N2O2 C :78 .51 . H :5 .80 . N :7 .3 
2; Found e:78.32. H :5 .83 . N:7.13 
[0 0 6 2] me : 4-[2.3-(2.5-S/Vf-;l/-2.5- ^^-^ 

J) >?^yv^[b.f][i.4];i-+-y-lftfy-ii-><;l/] 

m. (HX620)OS}g 

5.6.7.8-7^ h^H FP-5.5,8.8- xh^^^;l/-2- ^7 
1 — ;b 97 mg (O.475mmol) . o-i^ D D— h P-^sV-tf > 
77 mg (0.48 mmol), Slf7j<l?{t:A U A 27mg (0.48 m 

mol)tC DMSO 5 ml^io:^. 90''C-ei7^P^30^^Jiif bfco 
SjS?gtC7K> S/^DDp<^X WSWmi 1 ml ^iP 

m.WSM^\.XWEm% 139.7 mg ^&t#fco 
^^^^y U A ^A^DVh^*^7^ - (AcOEt :n- 

^^^1ty=l:30)TllfiLT. o-(5.6.7.8- xh^tlKD 
-5.5,8.8- T'h^;<^;l/-2- '^-7^l/x;l/).2-xhu7 
xy-7l/ ({t:^^^27) (103.1 rag. 67%. ^ferSt*; 

*Sl) o 

'H-NMR CDCh 7.93(dd. IH. 8.1Hz. 1 .5Hz) , 7.46(ffl. 1 
H) . 7.29(d. IH, 8.8Hz) . 7.14(ra. IH) , 7.01(d, IH . 
2.6Hz). 6.99(dd. IH . 8.4Hz. l.lHz). 6.80(dd.lH. 8. 
4Hz, 2.6Hz). 1.69(s. 4H) . 1.28(s. 6H) . 1.25(s. 6H) 
[0 0 6 3] {t:'&*^27*7j< 2 ml Rt/x^y-;l/ 6 ml 

tcs^u mm, 0.5 ml :&io^fco z.(on^Mz.mi 

220 mg?:in;i. 30^P^So^S?^Lfco SlSJS^iiiiLT 
mWk^^^. «?g;&»^x^;l.TtttilLfco Mmm: 
7jcStfga«I#^7j<Tj5tJtL. f^j^^itc^jS^&MESSb 
T o-(5.6.7.8-f-h^llKP-5.5.8.8- xh^^^;l/-2 
- ^7^?bx;l/) -2-7577x7-;!/ ({b^te) ^» 
fe(80.5 mg, 85%)o 

^H-NMR CDCh 7.21 (d. IH, 8.8H2). 6.97(d. IH. 2.9H 

z). 6.95(m. IH). 6.85(dd. IH . 8.1Hz. 1 .5Hz) . 6.82 
(dd, IH, 7.7Hz. 1 .5Hz) . 6.70(m. 2H) . 3 .82(brs .2H) . 
1.68(s. 4H). 1.26(s. 6H) . 1.25(s. 6H) 
[0 0 6 4] {t:'&t^28 80.5 mg (0.264 mmol) ^^j^^ 
y^y 5 ml tC?gg?L. \i^)Vy O.l mi (I.25 mmol) 

^1jpx./co ctD?g^tc-rb7^;l/^^/>^f-;l/x;^7^;i/ 
ypU'y^Y 63 mg (0.317 mmol) ^tPX.. ggT16^H 
30^^1tlf Lfco g^5?£tcjjK7jcRt;i&JgK:&ljp^T»Sx 
^;l/Tattlb. ^mtcrg!i;&ig2ff®£bT)ia4^%ji3 
3 mg ^tffco CtDffl^fiic«I%^>'U*^^;l/:*^Ai7PV 
h ^'•^7^- (AcOEt :n- "^4^*9->=l :20 ->l:2)T»iaL 
T. 4-[2-(o-(5.6.7.8--rh7llKP-5.5.8.8- 
xh^><f-7l/'t7^?bx;l/) 75/) *;l/7^^^7l/] 
yV'x-b (ffc^te) ^f#fc (115.8 mg. 94%)o 
'H-NMR CDCh 8.59(dd. IH, 8.1Hz. 1 .5Hz) . 8.56(brs. 
IH), 8.11(d, 2H. 8.8Hz). 7.86(d. 2H, 8.4Hz). 7,30 
(d. IH. 8.8Hz). 7.16(m. IH) . 7.07(dd. IH. 8.1H, 1. 
5Hz). 7.04(d. Ifl. 2. GHz). 6.90(dd. IH. 8.1Hz. 1 .5H 
z), 6.81 (dd. lH.8.4flz. 2. GHz). 3.95(s. 3H) . 1.70 
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(s. 4H). 1.28(s. 6H) . 1.25(s. 6H) 

[0 0 6 5] ft^^^29 111 rag (0.238 mmQ\)lCyf-V U> 

m 2 2 gi&io:^. 100 xx^imrs^o^mnLtco Sfsjg 

Ai7DVhi^*^7^-(AcOEt:n- ^4^-9- >=I :40)TSia 
LT> 4-[2.3-(2.5- v^;<f-;l/-2 .5- 

ly-^yVlhj] [1 .4]:t4^-9-tft!>'-ii--r;l/] -s>v^x- 
h ab^1^30) ^:t#fc(33.4 mg. 31%) o 
^H-NMR CDCb 8.12(d. 2H. 8.4H2). 7.92(d. 2H. 8.8H 
z). 7.44(m. IH). 7.21 (m. 3H) . 7.16(s. IH) . 7.01(s. 
IH). 1.66(ffl. 4H). 1.30(s. 6H) . l-ll(s. 6H) 
[0 0 6 6] it^^30 30.0 mg (0.067 mmol) ^:XL^ / 
5 ml Stf 2N 7j<K{b-:^hU*>A 1 ml tcSSU 

4o5^F^MST*}n$Lfco s^s?^^ 2N mkr^m^icLtc 

4-[2.3-(2.5- S^P<^;!/-2.5- ^^-y-/) i/^Z/V 
[b . f ] [ 1 . 4 ] it-tf > . 1 1 --r (HX620 : {t^ 

*^31) ^t#fc(29.0 mg, 100%) o ;l/-7j<(?D?g'a' 
«l%*^8S$£BlbT*l^^?:f«fc:o m.p.289 
»H-NMR CDCb 8.19(d. 2H. 8.8Hz). 7.97(d, 2H. 8.8H 
z) . 7.46(m. IH) . 7.22(m. 3H) , 7.18(s. IH) , 7.02(s. 
IH). 1.66(s. 4H) . 1.31(s. 6H) . 1.12(s. 6H) 
[0 0 6 7] mi : 4-[2.3-(2.5-S/*^^;l/-2.5- ^^"^ 

J) >^-^yy[b.f][i.4]^7-t?if>.ii.>i';l/] sms^ 

(HX630)iD»ig 
i^PDX;l/J^y® 10 raUC Ot:TM .2.3.4-xh^t: kd 
-1.1.4.4- x^^^^;^:^7^^U> 6.0 g (32.0 ramol) 

^;i/T*aaiLfeo waffl^fsa6iS7j<T*?5fe}tL. ^mk 

^eiJg^K^MESSbfco SStcSiB* lo g (15.2 mmo 
1) i:x^/-;l/ 20 ml?r^^^^ 40 ffil^ 

55^F^AHtTin^. ^-OtttC 1 ^P^25^iP^S}5ilLfco 
S^SjStC7k7lcRDTOx^7l/;g:iP;^.TttWL> Wiiffl^ 

^^1% 6 .82 g ^fffco 
»H-NMR CDC13 3.37 (s . IH. -SH) 
[0 0 6 8] ±IE^03|B^^7xy-;I/(^ 290 mg (1 .3 m 
mol)> o-^nDXhD^V-ify 212mg (1.3 mmol). R 

tf7j<^{l:;^U'i7A 71 .5 fflg (1 .3 mmol) \Z DMSO 8 ml^ 

Spxt ioot:TM5^F^4o5j^jSi$Lfco Sj£;iStc7i<Rtfs; 
^uu:^^y^%Vi7.^ mwm 1 ml ^ipxfto Silffi 
«r#*g^Rtf^ig7j<T*Sjt}^L. 

^-(AcOEtin- ^+*9->=l:40)T*II^LT. s-(5 .6.7,8 
- xh^h KP-5.5.8.8- ■rh^^^;l/-2- :^7^?Ux 
;l/).2.xha^;i-7x/-;l/ ai:^*Sj32) «:»rc(112.3 
mg. 25%) o 

^H-NMR CDCb 8.23(dd. IH. 8.IH2. 1 .5Hz) . 7.52(d. 1 
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H. 1.8Hz). 7.4G(d. IH.8.IH2). 7.35(m. IH) . 7.29(d 
d. IH. 8.1Hz. 1.8Hz). 7.20(m. IH) . 6.90(dd.lH. 8.1 
Hz. l.lHz). 1.72(s. 4H). 1.32(s. 6H) . 1.27(s. 6H) 

[0 0 6 9] fb-ate 275.3 mg (0.807 mmoO^zk 5 m 
1 Rtfx^y-;l/ 10 mUcSSt. 0-5 ml 5:4P 

T^tZo Z.cyn.^Mz.mh 210 mg ^taxT5 5a^F^iP^il 

10 ^D-7hy57>i'-(Ac0Et:n- ^^it V=l :40)T^iaL 
T. s-(5.6.7.8- xh^H KD-5.5.8.8- xh^^^;!/ 
-2- :^7^5?Ux;l/)-2-7^yf-:4'7xy-;l/ ab^*Sl3 
3) ^t#fc(91.4 mg. 36%) o 

^H-NMR CDCb 7.43(dd. IH. 7.7Hz, 1 .SHz) . 7.21 (m. 1 
H). 7.14(d. IH. 8.4Hz). 7.10(d, IH. 2 .2Hz) . 6.77 
(m, 3H). 4.30(brs, 2H) . 1.64(s, 4H) . 1.22(s. 6H) . 

I. 20(s. 6H) 

[0 0 7 0] {b^i^33 91 .4 mg (0.294 mmol) ^^^^ 
5 ml tC^^U \L^)Vy 0.2 mi (2.5 mmol)^ 

20 ip;^fco cojg?Sti:f-b7^;b^-ty><^;l/XXT-;l/i7 
P^-r F 76 mg (0.38 mmol)^iP;?.T^ST18^F^Si$ 
bfco SlS?StC*7j<Rtf#Jg®E*ip^TBt^x^;bT» 

ait. Mw^^mmk\mm:m^\.xWLm& ue.s 

^'•57>i'-(AcOEt:n.^4^-9->=l:20 ^1:10) T*«SL 
T. 4-[2-(s-(5.6.7.8--fh^b:FP-5.5.8,8- 
X hvP«^;U'^7^?Ux;l/) 75y) A7W^^>r;l/] ^ 
Wx-h ({b'&^^34) ^t#fc(123.7 mg. 89%) o 
•H-NMR CDCb 9.03(brs. IH) . 8.65(d. IH , 7.0Hz). 8. 
30 05 (d. 2H. 8.8Hz). 7.66(dd. IH , 7.7Hz. 1 .5Hz) . 7.63 
(d. 2H. 8.8Hz). 7.51(m. IH) . 7.18(m. 3H) . 7.10(d. 
IH. 1.8Hz). 6.83(dd. IH . 8.4Hz. 2.2Hz). 3.95(s. 3 
H). 1.61(s. 4H) .1.20(s. 6H). 1.13(s. 6H) 
[0 0 7 1] {b'&?^34 46.8 mg (0.099 mmol) ^C>1^U U 
ym 1-48 g ^:j[jP^Tl20 t:TM55i^F^ffl}$Lfco mM 
tC7j<^ta^TS;^DP;^^?yTttmL. ^W^^^W\% 

hif^y^- (AcOEt :n - ^=1 :40) X^mmLT^ ^ 

71/ 4-[2.3-(2.5- >?^^7l/-2.5- ^^IJ-/) i/^yV 

40 [b.f][i.4]^7-ifify-ii.-i'7i/] ^yyx-h (fb^ife 

35) ^t#fc(27.3 mg. 61%)o 

>H-NMR CDCb 8.09(d. 2H. 8.4Hz) . 7.90(d. 2H . 8.4H 
z). 7.48(dd. IH. 7 .7Hz.l .5Hz) . 7.44(s. IH) . 7.38 
(d. 2H. 7.7Hz). 7.34(m. IH) . 7.13(m. IH) . 7.03(s. 
IH), 3.96(s. 3H). 1.64(ra. 4H) . 1.31(s. 3H) . 1.28 
(s, 3H). 1.13(s. 3H). 1.06(s. 3H) 
[0 0 7 2] fbate 26.4 mg (0.058 mmol) ^X^^/ 
-71/ 5 ml Rt/*Sfb:^hU'>A 1ml JziSSLT 40 

50 ^uu^^y-cmmLtco *affl«:7j<Stf^a^JS7jcT' 
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-[2.3-(2.5- zy^'}')\y-2,5- ^^-^Z) iy^^VlbJ] 
[1.4]^74flf>-ll-^;U] (HX 630. it^m 

6) ^»fc(24.9 mg. 97%)o y-J\^-7H(0m^^f)^ 
e>Mif£B^LT«S{*:*#fCo m.p.299 ^ 
^H-NMR CDC13 8.17(d. 2H . 8 .4Hz) , 7.94(d. 2H . 8.4H 
z) . 7.48(dd. IH, 7.7Hz.l .IRz) . 7.45(s. IH) . 7.37 
(m, 2H) . 7.l3(iD, IH), 7.04(s. IH) . 1.65(ffl. 4H) . 1. 
31 (s. 3H). 1.28(s. 3H). 1.15(s. 3H) , 1.07(s. 3H) 
[0 0 7 3] ms : 4-[2.3-(2.5-S/;^^;l/-2.5- 'x+^t io 

y) zy-<yVih.e] 7-tft!y-ii->r;i/] (hx64 

5.6.7,8-xh^l:lKD-5.5,8,8- x h ^P«^;l/-t7^? b 
y 10.0 g (53.2 mmol) Rtfo-- h D^USK^^ d^^ 
K 9.4 g (50.5 mmol)^ 50 mKDiyi^ UU ^ yiCi($m 
U AlCh 14.3 g^r^^tciO^fd^. SlSM?:mP^30 

aWb. ^j^mtcjg{i;&®£LTffl^^»^ 21.59 g^rff 

(AcOEtm- ^^•9'y=l:10)T)flKLT (5 .5 ,8 .8-7^ h ^ 20 

^^;l/-5.6,7.8. xh^iiKn-2- -fy^;!/) :^;l/.t^- 
;b-2- JihD^y-tfy (fl:^*Sl37) *t#fc:(7.5 g. 42 

%)o '^^^cc(Dmm^^n--\^^yti^^w^^BLrco 

^H-NMR CDCh 8.23(d. IH. 8.1Hz), 7.84(s. IH) . 7.75 
(t. IH, 6.2Hz). 7.69(t. IH . 7.0Hz), 7.48(dd. IH , 
7.7Hz. 1.5Hz). 7.34(m. 2H) , 1.69{s. 4H) . 1.28(s, 6 
H) . 1.26(s. 6H) 
[0 0 7 4] {b^tf37 262.1 rag (0.78 mmol) ^X^y 

10 mucmmu ^na 313 mg^m^. setciij^ 
^ 2.0 ml ^tu^xRit^m^ 15 ^mtummwiLtco s 30 

mi^^mm^Si: LT (5 .5 .8 .8- X h ^ y ^;l/-5 .6 .7 .8- 
xhvliKP-2- i-y=^)\y) ;^;l/4->x;l/-2- TxUV 
({l:'a'1^38) ?:f#/c(242.9 mg, 100%)o 
^H-NMR CDCh 7.61(d. IH. 1 .8Hz) . 7.51(d, IH. 8,1H 
z) . 7.41 (dd. IH. 8.1Hz.l.8Hz) , 7.37(d, IH . 8.1Hz) , 

7.29(m, IH) , 6.74(d. IH, 8.1Hz) . 6.61 (t. IH. 8.1H 
z), 1.72(s. 4H). 1.32(s. 6H) . 1.29(s. 6H) 

CO 0 7 5] (1:^*^38 67.3 mg (0.22 mmol)*>^X^;l/ 
X— r;b 2 ml tC?gg?L. C<D^mc LiAlH4 41.3 mg 40 
(1.09 mmol. 8 mliOS/X^;l/X— bfc t 

by'^7-<-(Ac0Et:n- ^+-9->=l :40-l :20) TttSL 
T 2-(5.6.7.8-xh^b Kp-5,5.8.8- xh-^^f-;!/^ 
75^;l/P«^;W Jxgy ai:^*&39) ^&fffc(34.9 mg. 
54%) o 

iR-NMR CDCb 7.20(d. IH. B.lflz). 7.15(d. IH) . 7.09 
(m. IH). 7.05(m. lH).6.89(dd. IH , 8.1Hz). 6.77(td. 
IH, 7.7Hz). 6.70(d. IH. 7.7Hz). 3.86(s» 3H) , 3.70 so 
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(brs. 2H). 1.66(s. 4fl) . 1.25(s. 6H) . 1.24(s. 6H) 

[0 0 7 6] ft^to 88.5 mg (0.30 mmo\)^^t^^y 
•tr> 4 ml l^cmMLs \^Vzyy 0.2ml (2.5 fflmol)^ta 

x/co <:<^}gStcxU7^;l/K^:y^^;!/xxx;bi'P 

-^^F 73.7 mg (0.37 mmol)?:iP^. SiSfS^SSTM 

[2-(2-(5.6.7.8-irh5llKD-5.5.8.8- 

'a'^%140) ^tffc (115.1 rag. 84%) o 

^H-NMR CDCh 8.13(d. IH. 8Hz) . 7.99(d. 2H. 8.4Hz) . 

7.62(brs. IH). 7.38(d. 2H. 8.4Hz). 7.30(m. 3H) . 
7.21(t. IH. 7.7Hz). 7.11(d. IH) . 6.90(dd. 1H.8.1H 
z). 4.04(s, 2H). 3.95(s. 3H) . 1.68(m. 4H) . 1.29(s. 

6H) . 1.15(s. 6H) 

[0 0 7 7] it^mo 103.4 mg (0.227 mmol)^C:f^U U 
ym 1.56 g :&iP^Tll0 VX-iS^fmWLfCo SlS^ 

'^7^-(Ac0Et:n- ^4^1t>=l :20)TlliibT. 

4-[2.3-(2.5-i/p<^;l/-2.5- ^^^y) i/^yVlb, 
e] 7-tfi^y-ii-^;b] ^yV:L-h iit^mi) 

/c:(78.3 mg. 79%) o 

»H-NMR CDCh 8.11(d. 2H. 8.4Hz) . 7.96(d. 2H . 8.4H 
z). 7.43(brd. IH , 8Hz).7.25(m. 2H) . 7.22(s. IH) . 
7.17(t. IH. 7.3Hz). 7.08(s. IH) . 3.96(s. 3H).3.70 
(brs. IH) , 3. 67 (brs. IH) . 1.64 (brs. 4H) . 1.40 (brs. 
3H). 1.30(brs. 3H) . 1.15 (brs. 3H) . 1.04 (brs. 3H) 
[0 0 7 8] it^^Al 78.3 mg (0.179 mmol) ^X^J?/ 
10 mlRt/2N NaOH 2 mmm^^ltCmMLs MST* 

mrsmnLTco sfs^^ 2n hci xmmcLtcm. 
^apy^vTttttiLfco MW^^^mk. mu^m^ 

LT4-[2.3-(2.5->^y^;l/-2.5- ^^t^y) i/^yV 
[b.e] 7^\^y-n--f)V] $mSi?(HX640. {k^1%42) 
^f#fc(73.6 mg. 97%)o X^?y-;I/-7j<tDig^!t%I*^e>S 

m.p.300 T:a± 

MI-NMR DMS0-d6 (120 V) 8.05(d. 2H. 8.4Hz). 7.89 
(d. 2H. 8.4Hz). 7.39(s.lfl). 7.33(m. 2H) . 7.26(td. 
IH. 7.3Hz. 1.5Hz). 7.16(td. 7.3Hz, 1 .5Hz) . 7.09(s. 
IH), 3.69(s. 2H) . 1.66(m. 4H) . 1.32(s. 6H) . 1.11 
(s. 6H) 

Anal. Calc. for C29 H29 NO2 C:82.24. H:6.90. N:3.31; 

Found C:82.30. H :6 .98 . N :3 .02 

[0 0 7 9] m9 :4-[1.3- i/'H KP-7.8-(2.5->^;^^ 
)V -2.5-^+^ty)-2-;i-+V-2H-l .4-^>V^r/7-t?t!y 

-5-^;l/] $mSK (HX800)Oii3g 
1 .2 .3 .4--r h^t: Hp -i .1 .4 .4-x h^><^;l/:f7^ U 
y 10.0 g (53.2 mmol) Rt/x U7^?;l/S^:y ><^;l/X 
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;;^x;l/>7p-5^ K 10.0 g (50.5 ramp 1) ^>^t>DD;>«^z 
> 50 mUC^ML, AlCh 14.3 g (107.5 nmiol) ^tK?^ 

Ttcio^wttTfio;^fco imrsm^LTcik. sisjs^ 

:t«7j<T«U ^^Lfct^tc»^bT^^;U 4-[(5. 

5.8.8- f-h^^f-;!/ -5.6.7.8-xh^tl Kd -2-:f7 
;^;l/.t>::::;l/] -OV^x-h (ft^^^43) :&t#/c(l 
8.5 g. 99%) o -gP^gt^x5=-;bJ;t)B^0^BLfco 
*H-NMR CDCh : 8.15(d, 2H. 8.8Hz). 7.83(d, 2H. 8.4 
Hz). 7.79(d. IH. 1.8Hz). 7.54(dd, IH. 8.1Hz. 1 .8H io 
z). 7.41 (d, IH. 8.4flz). 3.97(s. 3H) . 1.72(s.4H). 
1.32(s. 6H) , 1.29(s. 6H) 

CO 0 8 0] it^^43 693 mg (1 .98 mmol) H2SO4 
5 ml icmmL. MmifC 003 240 mg (2.37 mmol)^ 

^^LT. 7^^;!/ 4-[3-:iha -5.5.8.8--r h^;^f"7b 

-5.6.7.8.-rh^t:Kn -2--t7^;l/) 

>yx--h (.it^mn) ^m&^^^^BtLrmrc (414 20 

mg. 53%) o 

^H-NMRCDCh : 8.16(s. IH) , 8.11(d. 2H. 8.4Hz), 7. 
81(d. 2H. 8.4Hz). 7.38(s. IH) . 3.94(s. 3H) . 1.77 
(s. 4H) . 1 .39(s. 6H) . 1 .31 (s. 6H) 
[0 0 8 1] it^^AS 318.5 mg (0.806 mmol)^7j< 5 m 
1 RtfX^?/-;l/ 10 mUcSSLT. m^M l.O ml ^ 
iOXfCo ^(DU'^mzmW 317 mg ^iW^LXSQ^fSmWi 

igx^7bTfflttib. ^mm^7K iaffifii^7j<T}{E}f L 
fco ^M^^c^mts^mmLx. 4-[3-75y - 30 

5,5.8,8--r -5 .6,7,8--r h-^li Ka -2-i-y 

^;l/) :*;l/>t:x;l.] ^yV:r-h (it^mA6) 

^BtLXntc (279.2 mg. 95%)o 

^H-NMR CDC13 : 8.14(d. 2H. 8.4Hz). 7.69(d, 2H . 8.8 
Hz). 7.31(s. IH). 6.67(s. IH) . 5.90(brs. 2H) . 3.97 
(s, 3H). 1.65(ffl. 4H). 1.28(s. 6H) . l.ll(s. 6H) 
[0 0 8 2] {b'a'^^46 70 mg (0.19 mmo\)RZ}^^V 
^f-^l/XXr;!/^^^ 38.3 mg (0.31 mmo 1) tf U > 

5 ml ^tw^. immm^Ltco s:itmc^^m^tu?L 

Xmt^LX^mLtcm. SIfSbTSS 72.3 mg^lnllKL 
fco S4^i^U*y;V*'^Ai7DVhi7^7^- (AcOE 
t:n-^+1t>=l : 4 ) ICXK^mMLX. P<^7l/ 4-[l. 
3 -i/* H K P -7 .8 - (2 .5 - 1/:^ ^71/ -2 .5 -^^^ / ) -2 

y-2H-i.4--^>ys/7-tftry -5--r;b] -^yVx-h 

ab^1^47) ^?#fc(34.7 mg. 45%)o IrI^^ 23.1 mg 

»H-NMR CDC13 : 8.06(d. 2H, 8.8flz) . 7.66(m, 3H) . 7. 

16(s. IH), 6.96(s. IH). 4.36(brs. 2H) . 3.95(s. 3 

H) . 1 .70(m. 4H) . 1 .33(s. 6H) . 1 .16(s, 6H) so 
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[0 0 8 3] {t:^^47 32.6 mg(0.08 mmol) ^X^?/- 

)l S m\ RZS 2N NaOfl 1 ml lcmMLXmUX20^?SW. 
WLTco 2N imxmmcLX^J^ua^^y 

tcmcm^^LX 4-[1.3->^tiKn-7.8-(2.5-S;^^7l/ - \ 

2.5-^+-9-y)-2->i-+y-2H-l .4-^>7S/7iflf> -5- ; 
$mS^(HX800. ft:^*^48) ^mtciZe.O mg. 83 

%)o — ^^^yii^m^^BLtco mp> 
300't: 

MS 390 

'H-NMR CDCls : 8.23(brs. IH) . 8.12(d. 2H. 8.4Hz) . 
7.69(d. 2H. 8-4IIz). 7.17(s. IH) . 7.01(s. IH) . 4.38 
(brs. 2H). 1.71(s. 4H) . 1.34(s. 6H) . 1.17(s .6H) 
[0 0 8 4] fl?ljl0:4-[1.3- S/ll Fn-7.8-(2.5-v^><^ • 
;Ix .2.5--^4^-9-y)-l->^^7l/ -2-:t+V-2H-1.4-^W . 

vy^y^y -5-^7P] $m§^(HX80i) \ 

7.1 mg (0.18 mmol. 2 eq)cO NaH (60% in oil) 
1^-yT;i5fe#LT|g^U <5!l9T^t#;rc;^^7l/ 4-[l.3->^t: 
KP-7.8>(2.5-S/;^^;l/ -2.5-^+-»J-y)-2-:t4^y-2H- 

1.4- ^>V">^T-tftf> -5--r;l/] ^Wx-h 36 rag 
(0;089 mmol) ^4 ml mw tC}§^S?bTSOX./Co CiDS 
^^*!I^MST*10^F^itl$Lfc^^. CH3l0.02ml (0.36 m 

mol. 4 eq) ^in;^T. ^ BtC 2 ^F^305^ai$Lfco S " 

/s?s^7>c7j<tc^ttTi/*i7DP^^>Tattsu wata^ 

7K ISa6^7j<Tgfe}f LTl^^Lfd^tciiiSILfco S4 

•9-y= 1 : 1) tCJ:0mSbT^^7l/ 4-[1.3->?liFD 
-7.8-(2.5-i^;^^;l/ -2 .5-^4^-9-/) -l-P^^;l/-2- 

V-2H-1.4-^vyi/7-tft!> -5--r;l/] ^>yx-~h I 

ab'&*^49) :grt#fc(21.8 mg. 59%)o 1 

^H-NMR CDCb : 8.07(d. 2H. 8.4Hz). 7.74(d. 2H. 8.4 | 

Hz). 7.21 (s. IH). 7.13(s. IH) . 4.82(d. IH. 10. 3H ; 

z). 3.95(s. 3H). 3.86(d. IH . l0.6Hz). 3.40(s.3H). \ 

1.71(m. 4H) . 1.38(s. 3fl) . 1.31(s. 3H) . 1.20(s. 3 j 
H). 1.14(s. 3H) 

[0 0 8 5] {b^i^49 29.6 mg (0.07 mmol)^X^/- 
;b 3 ml Sr; 2N NaOH 1 ml tcSSLT. SSTMO^F^ 

Jtl$bfco S^5?g^2N HClT'KtttcU i;^PPp<^> i 

TfflWLfco MWmi^. ISSl:tiS7j<T8tJ^L. ;. 

fc^fri:iiSSLT4-[i.3- S/^liKD-7.8-(2.5-s;;^^;l/ - I 

2.5- ^+-9-y)-l-;?«f-;l/ -2-:t+V-2H-l .4--^yyS/7 | 

4ftfy -5--r;l/] $mSS(HX80i. {b^ti50) ^f#fc(2 ; 

3.5 mg, 83%)o -a5;&Bt^x^;l/--\+-!t>ctOS*SrB { 

Lfco mp> 3001: I 

»H-NMR CDCh : 8.13(d. 2H , 8.8flz). 7.77(d. 2H. 8.4 j 

Hz). 7.22(s. IH). 7.14(s. IH) . 4.84(d. IH . 10.6H \ 

z). 3.88(d. IH. 10.6Hz). 3.41 (s, 3Hz) . 1.72{m.4H), ' 

1.39(s. 3H). 1.32(s. 3H) , 1.21(s, 3H) . 1.15(s. 3 

H) i 

Anal. Gale, for C2SH28N2O3 C:74.23. H:6.98. N:6.9 I 
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3; Found C:74.19. H:6.97. N:6.63 
[0 0 8 6] ^ijll : 4-[3(S)-p<^;l/ -1.3->^liKa-7.8 
-(2.5-i/^^;l/ -2.5-^4^-9'/)-2-:t+V-2H-l A-^y 

i599Tf#fc>«^;l/ 4-[3-75y -5.5.8.8-f-h^;«^;U 
-5.6j,8-"r h^ti Fn -2--f7^;l/) 

WX— h 188 mg (0.515 mrao OSr/L-T^^-^X^;!/ 
XXx;l/ieSi^ 177 iDg (0.77 mmol, 1.5 eq) tC^US/ 

V 5 ml ^riip^T 16 mmm^Ltco K^^^m^^i^m^ 

;b*"5A^OVhi7*v7^— (AcOEt:n-^4^-9->= 1 : 

3) ifCX^mmu >«^;l/4-[3(S)-><^;l/ -i.3->?t:K 
D -7 ,8- (2 .5 -2 .5-^^=^-9-/) -2-:i-+ V-2H-1 . 

4-^yy>^T-fe^t!y -5-^;i/] ^yVs.~h Ht^^s 

1) ^^ffc(25.6 mg. 12%)o 

•H-NMR CDC13 : 8.06(d. 2H . 8.4H2), 7.67(d. 2H. 8,4 
Hz). 7.17(s. IH). 6.97(s. IH) , 3.94(s. 3H) , 3.84 
(q . IH . 6 .6Hz) . 1 .74 (d . 3H , 6 .6Hz) . 1 .71 (ra . 4H) . 
1 .34(s. 3H) . 1 .31(s. 3H) . 1 .19(s, 3H) . 1 .12(s, 3H) 
[0 0 8 7] it^^Sl 15.1 mg (0.036 mmol) ?:X^7 
3 ml Rtf 2N NaOH 1 ml KmmLXm^VAO^m 
mWLtco Si£Jg^2N HCiTStt^cU iy^uu?^^y 

rcmcmmLT 4-[3(S)- .1.3->^hKP-7.8- 
(2 .5 ->?;3< -2 ,5 -^^^y) -2 y -2H -1 .4 > 

^JVT^yfiy -5-^;b] smffMCHXsiG. {I:^!t^52) ^ 
f#fc(l4.9 mg. 100%) o -gP«:WKx^;l/-^+-!t><t 
t)?ll£rHbfCo mp> 300^ 

iH-NMR CDC13 : 8.11(d. 2fl. 8.4H2) . 7.95(brs, Ifl) . 
7.7G(d. 2H. 8.4Hz). 7.18(s. IH) . 7.00(s. IH) . 3,85 
(q. IH. 6.6Hz). 1.75(d. 3H . 6 .6H2) . 1.71(ni.4H). 1. 
35(s. 3H). 1.32(s. 3H) . 1.20(s. 3H) . 1.13(s. 3H) 
Ana 1 . Ca Ic . for C25 H28 N2O3 C :74 .23 , H :6 .98 . N :6 .9 
3; Found C:74.19. H:7.18. N:6.66 

[0 0 8 8] Ml2:4-[1.3- Ku -7 .8-(2 .5-i/;?«5=- 
;l/ -2.5-^4^-9-y)-l-^vyDtf;l/-2- :t4^y-2H-l ,4- 

-<>y>^7-t?tf> -5--r;i/] sms^ (HX803)o^3g 

4.7 mg (0.12 mmol. 2 eq)0 NaH (60% in oil) 
■9-yTa?tLTSJiU 0lj9-et#fc>?^;l/ 4-[1.3->?t 

K n -7 ,8 - (2 .5 -Vi^ =f')\y -2 .5 -^^^y ) -2 -:t + V -2H - 

\A-^yVi/7'\f\^y >5--r;i/] -s>i/x-F 24 mg 

(0.059 mmol) ml tODMF tcS^LTiOi^fco SiSfS 

^mi&Tns^mmnLrcik 2- a-K:/u>^^y 0.02 mi 

(0.24 mmol. 4 eq)^iPX.T? iE>tC 4 ^r^JS^^T^gt^t 
fco SlSS^JK7WcSttTi/'>>DD^^>T*aaL. 
7K ISa:Sig7j<T«Lfc^. ^JiLTilJilLfco S4 
?:>'UAy;l/*'5Ai7avh^^7>r- (Ac0Et:n-^+ 
•9-v==i : 5) tcioaiau 4-[i. 3-^/11 Kd- 

7.8-(2.5-i/;?{^;l/ -2 .S-^^lFlt/)-!.-^ V:/n tf;l/ -2 
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-:t+V-2H-1.4-^>y>^7-lftf> -5--r;l/] -<>^/x 

(fb'&^^SS) ^?#fc(6.4 mg. 24%) o 
^H-NMRCDCl3 : 8.07 (d. 2H . 8.4Hz) . 7.74(d. 2H . 8.4 
Hz). 7.31 (s. IH). 7.10(s. IH) . 4.73(d. IH. 10. 3H 
z). 4. 57 (septet. IH . 7.0Hz). 3.95(s. 3H) . 3.83(d. 
IH. 10.3Hz). 1.72(m. 4H) . 1.52(d, 3H . 6 .6Hz) . 1.38 
(s. 3H). 1.32(s. 3H). 1.21(s. 3H) . 1.18(d. 3H. 7.0 
Hz) . 1 .13(s. 3H) 
[0 0 8 9] it^^b3 6.4 mg (0.014 mmol)5:X^y- 
10 ;!/ 4 ml 'Self 2N NaOH 0.5 ml ^CMMLT. MST2^ 

j^Lfd^frCiiSllbT 4-[1.3-S;t:KD-7.8-(2.5-.i/;^^ 
-2.5-^+-l^-y)-I->rV:>'Dt?;l/-2- :t+V-2H-1.4- 
^y-;i/T^\iy -S-Y;!/] SmS^(HX803. fb^1^5 
4) ^t#/'c:(6.2 mg. 100%)o -gP^W^X^ylz-^^^^t 
>ckOS-*SH^Lfco mp 275^ 

»H-NMR CDCls : 8.13(d. 2H. 8.4Hz) . 7.78(d, 2H . 8.1 

Hz) . 7.32(s. IH) . 7.11(s. IH) . 4.77(d. IH . 10. 3H 
20 z). 4.58(septet. IH . 7.0Hz). 3.85(d. IH . 10.3Hz). 
1.73(m. 4H) . 1.53(d, 3H . 7.0Hz). 1.39(s, 3H) . 1.32 
(s. 3H). 1.22(s. 3H), 1.19(d. 3H. 7.3Hz). 1.14(s. 
3H) 

[0 0 9 0] ^Jl3 : 4-[l- ^yV)\^ -1 .3-i^li Kn-7.8 
-(2.5->^>«^;l/ -2 .5-^^^-9*7) -2-:t4^V-2H-l A-^y 
Vi^T-^y^y -5-^)1] SmSK (HX805)^DSjg. 
6.1 mg (0.15 mmol. 2 eq)(D NaH (60% in oil) 

"^yr-m^LT^t^u m9T-mrcy^)i 4-[i.3-i^b 

KU -7 .8 -(2 .5-i/^^;l/ -2 .5-^+^^/) -2-:i*:t^y -2H- 
30 lA-^yVi^T-^^y -5-^)1] ^y^Ji-h 31.9 mg 
(0.076 mmol)^ 3 ml DMFtC^^LTiD^fCo 

T2o^r^}tj$bfcf^. KJtm^^yi^)^^^^^ V 0.0 

35 ml (0.30 mmol. 4 eq) ^Sfl^T. ■^P.lCl^rSmW 

LTco KJt^m^yk7kliC&lfXiy^uay^yviAiSiU 

fco SS^B^^x^;b-S/^i7PD;^^>J:i:}|ISSSL 
T. y=9')l A-n-^yi/)V -1.3->^hKa-7.8-(2.5-S/* 
^f-;!/ -2.5-^+1ty)-2-:^+V-2H-l .4-^>y>^7'if 
^y -5-Y;l/] -S>7x-h at^1^55) :&t#fc(23.3 
40 mg. 60%) o 

»H-NMRCDCl3 : 8.03(d. 2H . 8.4Hz) . 7.51(d. 2H. 8.4 
Hz). 7.25(s. IH). 7.16(m. 3H) . 7.06(m, 2H) . 4.89 
(d. IH, 10.3Hz). 4.87(d. IH. 15.4H2). 3.97(d.lH. 1 
0.3Hz). 3.95(s. 3H). 1.66(s. 4H) . 1.23(s. 3H) . 1.2 
0(s. 3H). l.ll(s.3H). 1.08(s. 3H) 
[0 0 9 1] {[:^%I55 19.1 mg (0.035 mmol) ^X^J?/ 
6 ml Rlf 2N NaOH 1 ml KWSi\^X. 70^X^2^ 

fmnx^fco sfS?B[*2N HciT^tcu v^uuy.^ 

50 fc^tciitSLT 4.[l-^yi;;l/ -l Fd.7.8-(2. 
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-2.5-^4^-!ty)-2-:t4^y-2H-l A-^^Vi/ 
TMMy -5-^;l/] $m§K(HX805. fk^!fel56) ^f#fc 
(12.5 mg. 72%)o -a5^i?Kx^;l/->?^DD;<^5?>J: 
OS^b^bL/Co mp> 300*'C 

»H-NMRCDCl3 : 8.08(d. 2H. 8.8Hz). 7.55(d. 2H , 8.4 
Hz), 7.16(m. 3H). 7,07(m. 2H) , 7.00(s. IH) . 5.45 
(d. IH. 14.7Hz), 4.91(d. IH. 10 .3Hz) . 4.88(d.lH. 1 
4.3Hz). 3.99(d. IH. 10.3Hz). 1.65{m. 4H) . 1.23(s. 
3H). I.21(s. 3H).1.12(s. 3H) . 1.09(s. 3H) 
Anal. Calc. for C3i H32 N2O3 C:77.47. H:6.71. N:5.8 10 
3; Found C:77.27. H:6.80. N:5.70 
[0 0 9 2] fi?IJl4 : 4-[3(S)-^>>^;b -1.3-i/t:KP- 
7.8-(2.5-i^>^^;l/ -2.5-^+-9-y)-2-:4-+y-2H-l .4- 
-5-<;l/] SSS^ (HX850)tDiaji 
Fmoc-(L)- 7x::i;l/7'5::iy 272 nig (0.70 mmol) \Z. S 
OCI2 4 ml ^ta^T30^P^3l^LfCo S0Cl2^MET?S 
*LTck<^jtLfCo SStC 89 mg (0.244 mmol) O^i^ 
4-[3-75y -5,5,8.8--r -5.6.7 .8--r 

h^iiKD -2-:f7f-;l/) ^y^x-hR 

tf DMAP 12 mg ^JD;^. $8tC^7j<-<>-tf> 10 mlStf 20 
t!U>^> 0.5 ml ^iOK.fco t:(D?g^*!g*MST*505^P^ 
Jti$L. 2N HClT'SH4tcLfc'#. >?^^Pny^yT*fttH 
Lfco W1it9^7j<. ISadffi7j<T^ift}^L. Na2S04 

^*^y-(- (Ac0Et:n-^+-9-y= 1 :30) tCckOHS 
U 4.[[3-N-(N-a-9- y;^:^!^^;!/^^ 

-L-7^x;l/7vx;l/) 75 K -5,5.8.8-xh 
^HKd -2-:^7^;V] ;?j;l/;f:x;l/] ^><yx-h (fb 
-^1^57) ^:t#fc(117.8mg. 99%) o 

^H-NMRCDCb : 11.14(s. IH) . 8.61(s. IH) . 8.08(d. 30 
2H. 8.1Hz). 7.75(d. 2H . 7.3Hz). 7.62(m. 3H) . 7.52 

(m. 2H) . 7.40(m. 3H) . 7.24(m. 5H) . 7.11(d. IH) . 5. 

43(d. IH). 4.65(d. IH). 4.39(m. IH) . 4.37(m, IH) . 

4.19(m. IH). 3.97 (s. 3H) . 3.28(m. IH) . 3.19(m. 1 

H). 1.70(m. 4H). 1.36(s. 6H) . 1.14(s. 6H) 
[0 0 9 3] {l:^?^57 82.3 mg (0.11 mmol)tCS/^PD 

y^?> 4 ml RO'e-^U>^> 1 ml^iP^fcg^^^^rS 

10 oiRr/ifS 0.5 ml «:ijnx.T 8o t 

- (AcOEt:n-^+t^y= 1 : 10)tCi t^ffll^L. P^^^b 
4-[3(S)- ^yi/)\/ -1.3-i^l: KP-7.8-(2.5-i/>i^;l/ 
-2.5-^4^^ty)-2-:i-+y-2H-l ,4-^>y>?7-lf tf V - 

5-f;l/] ^vyx-h ab^58) ^'#fc(48.4 Dg. 92 

%)o 

»H-NMR CDCI3 : 8.38(brs. IH) . 8.03(d. 2H. 8.4Hz). 
7.58(d. 2H, 8.4Hz). 7.42(d. 2H. 7.3Hz). 7.32(t. 2 
H. 7.3Hz). 7.23(t, IH. 7.0Hz), 7.10(s, IH) . 7.00 
(s. IH), 3.93(s. 3H). 3.87(m. IH) . 3.63(id. 2R) , 1 . so 
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68(ni. 4H), 1.34(s.3H). 1.31(s. 3H) . 1.16{s. 3H) . 
1.10(s. 311) 

[0 0 9 4] fk^to 28.6 mg (0.06 mmol)^X^y- 
;l/ 5 ml ^XS IN KOH 2 McmMLX. M?g-C30^j^F^ffi 
fl^bfco SJ5?S^2N HClT^tCLTS^^DD^^^VT' 
Jftffi L. W^ffl^^^ L tcikl^ L T4 - [3 (S) ^-^yV 
;l/ -1.3-i/ll KD-7.8-(2.5-i/7(^;l/ >2.5--N+-9-y)- 
2-/f+y-2H-1.4--^W>?7-tflf> -5-^;!/] SBS® 
(HX850. {t:'&^59) ^?#fc(24.8 mg. 89%) p -gP^&v^i^ 

D P ^ y-^N+IJ-y i ^^B^B L fee 

Ml-NMR CDCI3 : 8.27(brs. IH) . 8.09(d. 2H . 8.1Hz), 
7.62(d. 2H. 8.1Hz). 7.42(d. 2H, 7.3Hz). 7.33(t, 2 
H. 8.1Hz). 7.23(t. IH). 7.13(s, IH) . 6.98(s.lH). 
3.87(m. IH). 3.62(m. 2H) . 1.69(m. 4H) . 1.34(s. 3 
H) . l,31(s. 3H) . 1.18(s. 3H) , l.ll(s. 3H) 

[0 0 9 5] mis^^UMm 

h ^ y 7. - b^y ^ y^ u-t - ^c«t" s 7 rfx 

7h) i:LTbf-y-r>^ioJ:lfAm80 (4-[(5.6,7.8-te 
trahydro-5 ,5 ,8 ,8 -tetramethy 1-2 -naphtha leny l)carbam 
oyl]benzoic acid) i&ffll/^feo 1#F?B^61-76440^i>^ti: 

im^ntz.i5mr:m\:^x. tu#s^ttaifa;^»m-6 
0 trjtf-r^±iau^y-r KcD«^Mi:si»te^. cti& 
m\ 2 (D{t^m<o^^-fRmm^Txmn. ltco mn 
m^mM^<o^ito:>m&^i. ^(ommmmiSLXf:^ h p y^ 
;i/-r h ^ y u A (NET) (omTm^mmt ?>ctifcx 

DWSLfco *77}Stib^y^FO«^{LigWr£1t^ 

^<K^t^i^cotLx^m(oy5mx$>^o i^-^^uT 
imm(om'^^^^-'tyhx^sLrcmxs>^) « 
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AidSO 
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AmSO 

aixior") 



HX600 i.ixi(r 
HX600 3.3Xl(r 
HI600 1.0X10- 

EDOBOO LIXIGT 
HX600 3.3X10- 
HX600 LOXlOr 

HZ600 1.1 XlOr 
HX600 3.3 XlOr 
BX600 1.0 XlOr 

HXfiOO 1.0 XIGT 

ex600 1.0 xio- 
exeoo 1.0 xio- 

HX600 1.0 Xior 

HX600 1.0 XlOr 
HX600 1.0 XIO" 
HXfiOO 1.0 XlOr 
HKOO 1.0 XKT 

HX600 1.0 XIO- 
HX600 1.0 XlOr 
HXfiOO 1.0 XlOr 
HXfiOO 1.0 XlOr 

BX600 1.0 XIO- 
HXfiOO 1.0 XIO- 
HXfiOO 1.0 XlOr 
HXfiOO 1.0 XIO* 

HX640 1.0 XlOr 
HX&40 1.0 XIO" 
HZ640 1.0 XlOr 
HX640 1.0 XIO- 
HX640 1.0 XlOr 

HX640 1.0 xior 
HX640 1.0 XIO- 
HX640 1.0 XlOr 
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76 
69 
36 
86 
90 
90 
54 
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91 
91 
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21 
41 
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67 
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(3.7X10-'") 
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(i.ixio-») 



(3.3X10-*) 



(1.0X10-*) 
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HX640 1.0 Xior' 

LE135 1.1 X10-' 
LB135 3.3 Xior' 
LE135 1.0 Xior* 

LE135 1.1 X10-' 
LE135 3.3 Xior' 
LE135 1.0 X10r» 

LE135 1.1 Xior' 
LE135 3.3 Xior' 
1B135 1.0 XIO-' 

LE135 1.1 Xior' 
LB135 3.3 X10-' 
LB135 1.0 X10-' 
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35 
23 
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51 
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14 
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34 



CO 0 9 7] *f8B^tD{l:-&ti%U'f-y'<':/i?Xt±An.80t 

«fi8i:LTfflV>fc{k^ LE135tt, b^/'TKO 

yy-^id-Xh tLX'^^CDit^^X'^*) (EyroUes. 
L., et al.. J. Med. Chem., 37. pp .1508-1517 , 1994 
^(Oit^lB : 4-(5H-7 .8 .9 .lO-tetrahydro-5 .7 .7 .10 ,1 
O-pentanethy lbenzo[e]naphto[2 ,3-b] [1 ,4]diazepin-13 

-yObenzoic acid) . *%H^iD{k-a-tlHX600 COlfjgMtt 
fttCffiSrSo CCDit-^m^hmSOtn^-^'ft^t. AmSO 

[0 0 9 8] miG-.w^m 

A^e.> *5lH^o{t:^!|^^Aii80i:«#?-itfc^^tctt, ^ 

itLfzmm(om-^t^wmicmtaLxi3*}. :^^m<oit^ 
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